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^ (57) Abstract: A process tor preparation of amidine derivatives as represented by the following reaction scheme, characterized in 
O 11131 the reactions of steps 1 and 3 are conducted in acetonitrile and the reaction of step 2 is conducted in acetone. 
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TM2 : mUfltt (IV) Oik-SVoZTth^teXs R-COR 11 
S(III) : 
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Agt, Ha l*5«tt>*R«MIB^Wa-efe5] 
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X*m£tl52- -3, 6, 7, 9-f f7t 

[4,5-d] t-^y [4,3-b] y^m& \Mvm(Dmn<omk 
^mmm^^x^ \tas*m t ®mm. i ~ i o tci$&mk 

n-^/K ^ y^'f /K s e c — y^/K t e r t -y^/K n-^O^/K 
^y^V^/K ^^V^/K tert-^yf/K 2 - y. <tvV:/5VK n— ^ 
10 =^vvK -fy^vvK ^^vK ^y^^/K ^fy^yfvK / 

^^^v-T^^r/K =bn7;^;K 7^7/^;K 7W?;7^;K 
20 ^7/7;^K #/i^>^7/i^/i^^tf6>;ft<5o 

-y7J/l/^-/K ^ h^i^/M^/K t e r t -~f h *5o&/m5=/1/*5 iO^^ 
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/^Vp/K tV-^n^/K ^rf-/-lVK T^JJn-f/K /cWo-f;K 
^^y^f/K 4-ter t -^fvw^y-f /K -<l^tf ^JX/V^/KfcJ.fctf h/l" 

r 5 ~ 9 ^ommmi nm&rtz * y *j>ymtm& lt*j ■? . «^ 

tti^ta&llOO, S, SO, SO^iUV^fcttNR 1 R l f±flfr!B 

i^yyyvV, -T^yyA fyyy^A j;tKaft7xA ^Kn 

77/s f7/py, ^Kot^y, i?tKnf^7/v t'^y^A t°^< 

^ h7t Ku try vVfcitfx hyfc K 

rry-^j tn N 7x^/k -t-^/k r^hy/K •I'yf^fcJ;!/?! 

77/^Jri/*/V#=;H) , WA 75 A *y % L< fiv'g&T 5 J > t 
F7^, tKn^75A Ao^y, = hn N 7 s >;K #/w^^/K f-^- 

25 >ND7 t y7;^;K tKp^7/^;K T/^^T/^/K Tvvv^v'T 
/l^/K =hP7M/K 7$7 7/^/K 7^7^77/^K v'TVT/l' 

«^L-cvNTt «tvN±iBry-/^^i-5 0 m^^wmt 
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y^K fc°y^^=/K t 5 7^/K hvr^/K jy**-? 

y y /k ^ y /u*5 j: t^^wn?© 5 ~6 m<D%mtmmm^ <i * k y /k 
^x-r ^ *v y /k w y -r ^ k y s?=/k * y y <<v*jy /k 
15 v>-y y =/k v>=/k ^y y =/k -^y ^ y v»~/k / ^-y- y 
/7JJv ! =;k ^vxy y^-y-yy^K ^yx^-dfty y/K t^t^ryy 
/k ^^x^-y-v'Ty y/K 'O-x-f yfr/ y^K ^vx^ryy/K ^ 
x^r-yry y/K ^y^/yv/K ^o-y^^^w */w^/jj;k y^v?^ 

^r^yj/VTj?-^) N y N ^yt>u<«v ? g^T^y, t K7^/, 

t Ko^ixr $y, /no^t> n -I>p, T-y/K */W^^;K ^yj/W-^^ 
25 7/l/*y7$ Ks ^-y L< fi^^/^VT^ K> ^/I'/frV^ /sxiffJT 
hPT/^/K 7^/7^/K 7y^7^77^/K ^7^7;^ yjA- 
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r»&££^LTV^t«fcV>yy PT/t^/yi bXfi-hIB rg&£ 

io rr/i^ ^yj <t te^mic i ~ i o offf* £ tc\±#mk<DT^ u 

Y*is s x-h*iSs n-^X2^iy s yyyn^v', n-y^^ 
4 yy b sec -y h ^i/, tert ~y h^y, n -^V=f-jV^l/^ 

y y^o-^-M*^ ^^i/fvv^y, t e r t-^yf^y 2-/- 
fyy/l-3ry x n— ^^-yvt^y y y^^vw^^y, '-yfyi^^y, y 
is y^y^^y, ^^vM-^y^ ^yt^f;^y /=/w^-^v^«tT>* 

x v^^v-^£&^-t-5 0 ^ $ u < itmmm i ~ 6 ©isar^ ^y-efcs,, 

20 fi, Mziti l^^:fi2i@<Dk Kp3tv\ T/l^K T/l"{r=/K Tv- 

rr^y^^i/j % rry/wT^yT/Mvyi *5«tt/ rry/i^^ryyyi^ 
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ftTt'@wti^#5i^ mi 3 otot. m^L<nmi 20 tot. & 

<903; b< &m 1 0 OTOTT'KJ&^fttf «tV\ 
KJ^fflftOTRtift 9 OtU 0* L< f*Ki 1 0 OlCtfeSo 

p - h ; vx. ^m*$(D#®m t b wm&Litm. ; Hrfr-J-v^ 7x/n°7 

w^L^sjft©*^*^ * (i) T^^ns^^ftifctt-e^saiwtw* 



J;S, ^ (la) : 



f*^2- (3-4y**-9-^VM -3 1 6,7,9-fb7tKO'f^ 

y [4,5-d] tf^y [4,3-b] t°y>?> y^g&ifi l^mm^^omm 
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-fb^l (3 O.Og, 0.6 6 6mo 1 ) %T± l>= h U /H 6 5mUdB8l 
U - 1 0°C^£PLfc o -t^SSSatfc, ^vdtibU ^2 5. 5 gO^f^ 
*^A7^ K (4 0. 5 g) 1 O 5°C-C^PL/c 0 *&3 0#a»ttT 

®SiS^ftS:4 5±5 , C*-e#iau «&2l*IBW^Ufc. KJtStt**^, tR 
18 0mL»U S^^^ttSW^^f-TS^-eWLfCo ^©f, 
8 0 ± 5 °C£ t#£ U 7ir h = h JJ yuSr®* LWb, *& 1 . 5 HfflW Lfc 0 

Wft»aESraffll*-Cft*PUfc. MMSr M*r^ (t> L< H**^*) l 5 
OmL"T?2fe#Ut&, gfe?^»3 0-6 0mL(D7kil7R^Px.Ttttt}Lfc o *#£>*l 
fcTkif £4 8%Na OH7K^^pH4~6^7fe5^T^P^s fltfNSj 3 <P® ft & 
£ r «ff Ufc 0 TO 4 8 % N a O HtM&« pH8^5tt*#*l: 

zkit*6 0mLTifc#Lfc^ ^JE$gj% (5 5°C, 5«) U ^^3 (17. 
4 9 g, JR*8 5. 3%) %ntc 0 
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fc£fc3 (2 4.0g) fc'iWy 6. 1 7 gl:7t 8 8 

mLtSMU t?y^4 9. 3 6 gSrJIlP^ -1 OTCW&WUfc. ^^^^rv' 

atflsy ^3 i. 8 9 g ^iAU 2o±i o'Ctsbs oaflURj££*fc. 

^STOT^^IU 7Kii7K5. 3mL^2 0 < CT'»Lfc^ 5^*51*3 5 
5mL^lALfc, ^ttlO%NaOH7k»pH4. 5t^5t«U 
15+10 TC-Cj^J 2 ftlRHtft LTiSflr Lfc„ **f * 7U- £3Si& tfc^, 
SrlO %T-fe b 4 8 mU tKiItR 1 9 2 ml s 10 %Tir h i'* 7 2 mLTill 
&»Lfc|£, «EE«jftU fb-^4 (3 3. 2 4 g, JR^9 1. 4%) 
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J&WL*2 0VKm$U - 1 OtJfcl^Ucl 5%&&7k (8 0g) ^CiAt 
/c 0 Wfc^ftW. U TKS^T-fe h=M)/HOO rnL^Px., 1 0 %N a OHtK 
*&fc-CpH3teW8UtgL 7-feh=MJ^Jgfc#ifcLfc 0 2otf>Tir h !J 
/ujf Sr-a^f U £ h \Z. 1 0 mL^Tir h = h ]) fr&tia*.X9mKtt* LtcRj&Vd 
&HHRLfc& % 2 8%T^*=T*S:JP^ 3 0 ± 5°Ce^ 3^®S$^fc 0 
8 0 mLt 5 * X«J±M Lfc ftfggftgES: - 5 TCfcfc^l U m 1 
B# WHfc# Lfc&, MM Lfc 0 JN&Sr- 5 °C<7> 3 5 %T± V~ h V 3 0 mLT? 
gfc^^ IE^7Kai7K5 0mLT-Sfc^U 6 0*C*t?«EEft«U ft£tt6 (8.74 
g, JR^8 7. 7%) 

2- (3— f y^f-yy/v) -3, 6, 7, 9— r h^t Kn^*v [4, 5- 

d] k°7/ [4,3-b] vyi?z/a>&& 




CI <" p-CH 3 PhS0 2 Na 

X .ti \JI /CI 




N - NH 2 
6 



I CH3S03H 





NH 



CH3SO3H 



J NaOH 



DMF HO'C 





NH 



■HCI 



H 2 O-Et0H q. 




air 



2H 2 C- 



ik&®6 (1.2 5g) &DMF 1 2mU3&UfU ^7 F/^^7-fyi 
^-MJ!>A3. 20gttil 1 OtJt«LT x ^^y^/^^O. 8 6 g 
«rg&bDLfc„ 2feV>7? % ^-6^6 (3. 7 5 g) (DDMF 1 2. 5mLiS^M 

t-c i Lfc 0 $ h ^ (witu^^T i . 5 mmrnw vtL®xm u 

#^fc^^^^^^7K5 5. 5mLl«U 9 6%«0. 367 
S'J Lfc 0 jt^fC^^ ;^4 1 mL£ flPxfcg, 4 . 8 %tWMW" h U £ A 1 8 . 
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9 9g^#fc («8 0%) o 

mmw5 

f±2- (3->T yttWVM -3, 6, 7, 9— r hyt Ko-f 5^ [4, 5 
-d] fc°7/ [4,3-b] try ttfflfeir<Nfc!K #i¥5-286 9 7 3t 

!K lVittlg <D\\&m 6 I'MtT 1 mLT?*>3 n t fc*H- 0 
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NMP : N — y ffts— 2 — fo V KyDMSO : S^Tvl'^/UJfc^S'H 



2- (3-^y^-^yy^) -3,6,7,9-7 h7t kp^5^ [4, 5- 
a] t°yy [4,3-b] (yy—fc, 2xmn) <£>mm 

(9 8 4 g N 3.5 3^) *rA*l, ^V^N-^ 2 - t°n y }ty l . 9 7 

fcjft^±«i«loo, M19 0-2 1 OtlCt5 OftMStftKJ&Z 
2 0 Lf©4l77^3|^U 35fcT*fe 8 41^1^X3^*^ 
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sm&mlt, 2- o-^y^-^yy/O -3,6,7,9-7^7*^^5 
^y [4, 5-d] t°7/ [4, 3-b] t°y^>- mmm om^^s 7 9 g 

(89.3%) £#fc 0 

5 *a^ B B H 8 7 9 g £ 2 0 yzfti/</—jU3 5. 1 6L U * 

VveltX>«77k5 0 5mLi:^tt^2 9 5 g^MT, 2 O&flQftirattL 

/V-^3. 3 L-CHi^»L s «^Sr«T^j±T«^Lfc 0 9.9 5 k 
g^T'«bfc«^4 < C-ei 8B#F^*dU #f tB Lfc|g B B H «ii U tK^2 
10 0%-^7k-ry^P^V-/H. 8 LT-2|I]?fe#-Lf;:^ 1 sH^igs^L-c 
WMW&M 7 6 4 g (77.8%) 
mp>300t 

7n*##f(C 12 H 10 N4O 2 • 2H 2 0) 

: C, 5 1. 8 0 ; H, 5. 0 7 ; N, 2 0. 1 3 ; H z O, 12.9 5% 
15 Hi : C, 5 1. 8 5 ; H, 5. 1 0 ; N, 2 0. 3 0 ; H 2 0, 12.7 1% 

£tt£ H B B <Z>PM 

3 0LgM(^ fb-a-^ (7!)H£s 2zkfP$&) 7 6 4 g (2.7 4 6^) 
20 Ut, #^T\ 2 0 %-^tK-I' y /D^V — * 2 6 . 7 5 L SrJPx.^ fttt L 

^P,8 0~8 4°C^PBLT^?$^:fc 0 itUc^tfe^ 7 6 . 4 g %Mz.s m 

sM^3 0^mmwLtz o mm&k*m%m, Mfit/c2o%^7k^yyn^v- 

4L-CSfc^bfc 0 6 0L H B H |±J^MLrt o Htf, 7 

8 °CK» LT-mf ttl Lfc*N&*ri8A? U 8 5%y^3 8 9 g (1.23^ 
25 £-^tM'yy , n/V— /^li^3 8 9mL&i£folU ^y7"o/V-^4 

0 OmLTSfttL/Co l^^^B B B«fflt, £frtfWtLfcri\ 

-^4. 6L-C2HI^t N Slfctl 8BfFfl1JEii&Lfc^ tft^B B i: b"C 2 — 
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(3— f y^iJVy/l') -3, 6, 7, 9-ff7t FvJ^yy [4, 5 -d] 
t°y/ [4, 3-b] ¥Vi?y V lXm* (9 4 6. 5 g, 9 6. 2%) 

mp 2 34-2 3 6lC 

7G9&#W(C 12 H 10 N4O 2 • H 3 P0 4 • H 2 0) 

WmiW. : C, 4 0. 2 3 ; H, 4. 2 2N, 1 5 . 6 3 ; P, 8 . 6 5 ; H z O, 5. 0 
3% 

: C, 4 0. 3 9 ; H, 4. 1 7N, 1 5. 9 2 ; P, 8. 5 3 ; H z O, 4. 1 

0% 

UM: 1 2.4, 1 4.7, 1 7.4, 1 9.6, 2 1.4, 2 5.0, 2 7. 
0(&) 

IR: 34 2 6, 3 1 09, 1 6 42, 1 1 2 3, 9 9 8, 9 5 7*JiU«8 0 8 
(cm" 1 ) 

3 o l*-czw^ mm&tt) fcmffi.M6<Difmx*mcnvtM i 3 1 1 9 g 

(8. 7 0 5*;V) £Afr/c 0 8 5%!)yH5 0. 1 8 g (0. 0 5^ 

Sr^i^S* 1 8. 7 1 L^JP^ N JB?ltt£ Lfc SU^W3»Lfc^y 
SOfel^j^AU MM. (2 3~2 4t) KT4 3l$IW«#Lfc 0 WW LfcJfcg 

zfVXA&k LT2- (3— f y^f-yU/U) -3, 6, 7, 9-x hyfc Kn 
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